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1 (V/V) ) 



Rfi: o. 6 0 (n-^^-^v : i 

[0 0 7 9] 

2 _^n^-5- (i -vt;- i -xf^yo^) tfuy> 1 

Hk3 6] 



4) 




Rfi; 0. 8 5 (n-^*-*> : #Bt^*-^= i 
[0 0 8 0] 
(###!] 2 ) 

1 - (i -75 y l - ^f^if-A') 

) 

[ft 3 7] 



1 (V/V) ) o 

(##ft£^2 




[0 0 8 1 ] 

4 _y n ^_ i _ (i -~>t^ - l -y^;v^f-;W (##ft£-%i-D io 

0 g (4 5 Ommo 1 ) 1 0 0 0ml 7A'^V^lTfi^^4**^* 

U <}A b y ^W7^ V- b (^7>9 0%) 2 5 0 g (18 0 Ommo 1) 

Kl6»7ft, RJS&*$fc*£ffi*-t?#iPUfc5 0 0 m 1 t«TLfco *v»"eSs."e2 5^ 

tBSE#2 004-3115803 



mm 2004-270561 



^-V I 17/ 



9 g*&&®*t LXntz 0 (JR^92%) 

Rfi: o. 2 3 (n-^*^^ :*St^^=i : i (v/v) ) . 

[0 0 8 2] 

(# W 3 ) 

4-^-1- (1- t e r t-^h^*^-^^-!^^^) ^ y 

v> &mt&m 3 - 1 ) 

[ft 3 8] 

B00HNX CL Br 

2) 99g (4 1 Ommo 1) t e r t-^^->H 0 0 OmliftK, T***% 
«TS#ti* s ?> (h'J7^n7tb^» 3-K] ^^2 6 0 g (600 

mmo 1) *S»-C«aiDU, JO*****"* 3 0»W«*Lfc. ^tlf'j^lOOm 
1 ( 1 2 0 0 mm o 1 ) **iD U Jn»»«*fl ; t? 1 B* 

Og*]to;U >JVi>2, 0 0 OmlUHIlJU. 

L/'o mbtl1zmto£-n-^**)rv 2 0 0ml «:;ta*T*fejSLfcH#*afl5tU <£n-^ 
^f/4 0 0ml T?ft»ti£kCi 9, *lBtf>ft£-*7 7 gtflliW^t^o 

OR* 6 0%) , , x . 

Rfi;0. 5 6 (n-^*^> :ft»xf^=4 ' 1 (V/V) ) o 

[0 0 8 3] 

##«3KHICT##'fb'frW3-2-4**aUfco 

v> (##^%3-2) 
[ft 3 9] 



*° hn> xX 



Rfi:o. 5 3 (n-^^> :»»^^=2 : l (v/v) ) • 

2 _y n ^- 5 - (1- t e r t h ^S/fl^-^T 5 J o^>^;V- 1 ->f /U 
) tTUvV (##ft^ 3 - 3 ) 
[ft4 0] 

Rfi:o. 3 0 (n-^*-9-> : ft»*f-^=4 : l (v/v) ) „ 

[0 0 8 6] . 0 

2-7n^-5- (1 - t e r t -7 b^>*^-^75 1 -xf;vyne;V) t 

'j v y (##ft^#3-4) 

miE# 2004-3115803 
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^-y: 18/ 



at4 1] 



BocHN 




Br 



Rff ; 0. 2 5 (n-^*^> : ifxf;v=4 I 1 (V/V) ) o 
[0 0 8 7] 
(##«4) 

x _ ( l - t e r t - y h * •>* ^^-^7 5 ; - 1 - ^ f Jl'if ^) -4- (4, 4, 
5 5 _^ 7^f;v [i, 3, 2] 5>**-9->«*n?-nO ^>-t*>- (##<fc^4) <£> 



4_/n^- 1 - (1 - t e r t - ^b*V»M^7 5-'-l - ^tf;nf;>) ^ 
(##lb£-% 3 - 1) 5 0 g (16 0 mmo 1 ) «yifJVi-T;V8 0 0 m 1 T# 
fcfc, T*^>affiTtt#L&**&0. 95M sec-WJf>A/n-^tV 
»«t3 7 0ml (3 5 0mmo 1) *-7 8*CT?«TU 3 OfrmUWL tz 0 ^1?2- 

y7n#*->-4, 4, 5, 5-tl>?>t* [1, 3, 2] Wt#n?'/9 7m 
1 (4 8 0 mmo 1) *-7 8TC-CSITU -5 OICC 2 B#H!*#L;fco 

RfS&T$L J^#«fcf^ttft7 3 0 0 g, *V*T*4 5 0 m 1 £ 

ftjnu *«LLfco *jBi±»Bfej=--^>u a o om i tffaajLx &mm* 

1C n-A*t> 10 0ml ^ix.T4iLf;»IlU (n-^*^>: 
ff=^c^;i/=4 : 1 (V/V)) 10 0ml> n-A^t^l 0 0mlf)H»t^i 

H £ «9 , SRtfMfrfrW 3 3 g * 6fe« fc LT#/:o (W 5 7 96) 
Rff; o. 3 8 (n-^*-9-> : *BE^^=4 : 1 (V/V) ) o 
[0 0 8 8] 

(###0 5 ) % ^ , 

Mb 4 3] 



2_7-n^-5-^f;V^Vv>12g (7 Ommo 1 ) tf> 1 , 2-^nnxr/l 
0 0ml iti:N-7D^^^-»°f U* 1 6 g (9 1 mmo 1 ) . 2 , 2 ' -TVkf* 
(/fV/fn-b'JJV) 0. 40g (2. 4mmol) £2rax.> 8 5t-eS#tfco 15 
5H£. 2, 2' -7'/lf^ (>fV^fnih'J*) 0. 4 0g (2. 4mmol) SrSnx. 
fc„ 11:15^ 2, 2' -TVlf* Uvrf-D^f'J;V) 0. 40g (2. 4mm 
o 1) fcinxTl 5#H«#Lfco , ^ 

RfBfcTfc, RJS^^7K*ftlx.^L/co til * 7 ^ v ^ A t L 

• I^j. ?-;!/= 1 0 : 1-9 : 1 (V/V) ) fcftU BWW«:^tflH5-*» 



Hfc4 2] 





m«E# 2004-3 115803 



mm. 2 0 0 4-2 7 0 5 6 1 ^-V I 19/ 

Kmm-r&ztizx*). m^it^m 1 5 g ^sM*at#fco ows 9%) 

Rff: 0. 6 3 (n-^*-*J-> : »»J-^^= 9 : l (v/v) ) 0 
[0 0 8 9] 
(###) 6 ) 

2 _^ n ^_ 5 -yr; y> (##fb^6) O^-JS 

Mb 4 4] 




2-ynt-5-^o^^f^li'Jy> (##4b£-%5) 15. Og (6 0. Ommo 
1) ON N - v> f iV*;VA7 5 K 1 5 0 m 1 »">7 Wt* 'J f A 7 . 8 0g (1 
2 0mm'ol) fcJniU 6 0 TJWo < 9 1 5#W»#Lfco ^"C, '>7«'^ 

RJ&i&TfL RJS5#«t«r*Bli^^/<Mn«MbT>'*-9A*#* (2:1 (V/V) 
) 4 5 0ml fci£flnL5MfcLfco *«W**S*«Hlt^^*^^ A-CftflfcLfelfe, ^ffiztfcf 

>-@^^i^;i/=9 : i~7 : 3 (V/v) ) KffrU Btt&fc^triB^fcaitffiiWiM** 

z'tkzx*), mmoit&m 9 . 2 4 g **fte»*fc it#fc, (w* e 1 %) 

Rfi:o. 15 (n-^*-*> : @^m^^=4 : 1 (v/v) ) • 

[0 0 9 0] 

(##0S 7 ) 

- 1 ) 

Hb4 5] 




2_y n ^-5- d-y/z-i-^f^xf^) fcf'Jv^ (##<b^l-2) 1 
50g (6. 66mmol) ©^WM*'>K1 5ml», 3 5 
if* 9. 60ml (93. 3mmol) JO , Jf»* , J')Al. 8 6 g (13. 5mmo 1 
) fcOTCTiJflx., 1 5 5frM**l*Lfc 0 ^-C, »»»*lift, *»Tt?2B*W«J*Lfc 

° BUS*T^ 2 0 0ml fcffibn L, 1 , 2 - v * n u v 5 0 0 m 1 T? 

o (JRsp 5eS&) 

Rfi: o. 17 {n-^**> : TO^^;v= 1 : 1 (v/v) ) o 

[0 0 9 1] 

^7-2) £>£-J& 
Mb 4 6] 




ffiaE# 2004-3115803 



&m 2004-270561 



20/ 



3) 1 2 g (4 7. 8mmo 1 ) 7 5 %#U U 8 0 g£inx. 

, lOOt-ei. 5i$»iM#L*: 0 

RJfc»T&, FKV2 0 0ml, MM* } ) V A*»fc*inx.7K«<0 pHt 

Ltftfc. (M9 3%) 

Rfi:o. 12 (n-AJft>:Wxf^=i : l (v/v) ) « 

[0 0 9 2] 

BIT. ^mt^m 7-2 ©SMfeCiCttf^ll 7 - 3 *t«& Lfco 
5 _ (i-7§^;v**-JV-l-xf;V-/n^v) -2-^n^'J5?'/ (##tt^t> 

7-3) 

Hk4 7] 



N 





Rff : o. 4 2 (n-^**y> :WfWl^^= i : i (v/v) ) « 

[0 0 9 3] 

8 ) 

5-a-K-lH-^>^/-JV (##<b^8) 
Mb 4 8] 

> 

N 
H 

5 _75;-l h-W *7*f-fr2 5. 0 g (18 8mmo 1) ON, N-v^^V* 
;VA7U'3 2 0ml» 6NSS69 5ml (5 7 0mmo 1) ^Ott'ITU 2 
O^WSB^Lfco lEffifBft^ hUSrA 1 3. 6 g (1 9 7mmo 1) OtK7 5ml 

*tt*KJS#»W>iME* , l 0t;*tt*.*v*J:}K:«TL;fco 3 0*«m a V 
*A3 2. 8g (198mmol) fc#«*inU <£*PiS£ l±T LTS^t -Clfc* fc#fi 

r£*t*, i ooomi effibou awtfw- h y * a**«^*5*s 

b ^x>l 5 0 0ml, 5 0 0mlX2«Uo *«i*ft»ttftt h'J 

W7^a«7l-^7^ (#m#tt; :H=I^;v=2 : 1 (V/V) 

) KtfU BW»**tf«#*WE»»Lfco #feKfc«»fifcf» :t *> 1 ' 5 Om 1 ^tJQ 
£ % jn*»J*U n-AH>3 0 0ml«JllU LfcifcKW * - ^ K J: 

$.««>ffrfr*5. 8 0g*fife»*i:Uftfc, OR* 1 3 96) 

Rfft:o. 4 5 (n-^*v> :im=-**"= i : i (v/v) ) « 

[0 0 9 4] 

(###0 9 ) x _ 

5_ 3 _ K-4-- hn- lH-^f>r/-^ (##<fc^%9) 
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^-v: 21/ 




5-3-K-lH->f>^/-^ (#fM8) 1. 57 g (6. 4 3mmol)0 
mm2 5nlK WBfcl 2. 5ml ^0Wo< 9 MTU lH*H»#L;fco * 

oft. ^S*lifLTiai^*l^i^* fc » , ^ 

M*7t> JRJE&#****1 5 0mli:»o<D4JlU frmtti- V 'J * 
**P& IBfc^* 3 0 0 m 1 X 3 Lfc 0 > V ^ A*#«fCft 

7A^nv^77^- :»^^=3 : 1 (V/V) ) £ 

h Lxmtzo (W4 8%) 

r f -fit : o. 3 1 (n-^*^> : ftiif^= i : i (v/v) ) „ 

[0 0 9 5] 

(##08 10) , ^ , , , _ 

1- t e r t -y >^->*;V^V - 5 - 3 - K- 4 - - h n - 1 H-'f y^V-)V (# 

1 0) <7)-£-J& 

Mb 5 o] 




Boc 

5 _ 3 _ K _ 4 _- yu- 1 H--f (##<b^t)9) 8 9 8 mg (3. 11 

mmol) KN, N-^WUeiJy>3 8. Omg (0. 3 1 mm o 1 ) RlTr 

er t-^l. 36g (6. 23mmol) (?)f>7liKD77>9ml»» 

^_ 0#mM; n -A*t>:ft»^=2 0 : l (v/v) ) fcttU b«j*j*£- 

s£9 7%) 

Rff: 0. 3 3- (n-A^t'/:»SifA'=4 
[0 0 9 6] 

(##00 11) _ _ 

2 -^ / y W i/-6--hob^> (##4b£-% 1 1 - 1 ) 

Mb 5 i] 



1 7 g *Jtfe»5fct U#fe, (JR 
1 (V/V) ) o 




2 _ptf;v-3_-i.n7x7-;V3 0. 6g (2 0 0mmol) C»'J7A41 
. 5g (3 0 0mmo 1) XtfN. N-^f***AT5 K2 0 0ml iftl^. ^ 
T% T^=r>^aET«^b4*«'bJMk^^^^2 3. 8ml (2 0 0mmol) «}JDL 

miE# 2004-3115803 
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s<-*J: 22/ 



RJSttTft, RJfc»***1 0 0 0mlfcfflbDU >^>8 0 0mK 5 0 0m IT 

r f -lit : o. 4 8 (n-^*^> :ft»xffl/=4 : l (v/v) ) «, 

[0 0 9 7] 

###J 1 1 1 1-2-3 fc«j£Lfco 

[0 0 9 8] 

2_x> + i/-6-->n>;Vi> (tff^tl 1-2) 
Hb5 2] 




N0 2 



Rft: o. 5 5 (n-^*^> :»»i^^=5 : l (v/v) ) 

[0 0 9 9] 

3 _ n _ -/u v 6 - - b n h ;w J. > (##^b^ ! f^ 11-3) 
Mb 5 3 ] 




II 

Rfift:0. 6 2 (n-^tVlftfif^*: 1 (V/V) ) o 
[0 10 0] 

Ht5 4] 
OBn 




WWTIfc 6 0 0ml icffitaU ***** 1 5 0 0m 1 2J*J-*- 

o ****** «IIBWfthUW*jMU ^«ft*>U*A^***^#L 
, ****^***A-C«*L*:*, *ffi**U MBOfltelM 4. OgilMft 

Rft: o. 22 (n-^**v :****■*= 4 : l (v/v) ) o 

[0 10 1] 

(##en 13) 

3-7^-2-^f;V7-V-^ (##^13-1) 



mSE#2 004-3115803 
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s<-*J: 23/ 




II 

*NH 2 

2_ ;t f^-3--hn7-V-A'3 0. 7 g (1 8 4mmo 1) <r>^9 S-frZ 0 0 

Rff ;0. 3 8 (n-^*^> I 2 I 1 (V/V) ) o 

[0 10 2] 

JTF, ##0! 1 3 fcifc CT##ft£"t> 1 3 - 2 ~ 3 fciMS Ufco 
[0 10 3] 

[ft 5 6] 




Rff; 0. 4 5 (n-^*"9-> 5 : 1 (v/v) ) 

[0 10 4] 

2-^;v-3 -n-^n#4r->T-U > (##ft£* 1 3-3) 
[ft 5 7 ] 




I 

*NH 2 

Rfft: o. 4 1 (n-^*^> : ft»i^->i/=4 : l (v/v) ) o 

[0 10 5] 
[ft 5 8 ] 

OBn 




v NHAc 

3-^>y>t^y-2->f;V7-'J> (##M12) 44. Og (206mm 
o 1 ) ©ftBft^*-^ 4 0 0ml «fcjc#Bt 28. 3ml (299mmol) fcillx. 

BUSHttto* IlS^*^tV2 0 0 0ml KfflbDU &&Lfc@ff*«fl*l~ 
■9-y-C«5»-i-*£ fcKJ: *), «W)ft<MM 4. 9g*6M*ttt#fco OR* 8 5 

ffiaE# 2004-3115803 
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^-v : 24/ 



^fi: o. 2 4 (n-^*v> i : i (v/v) ) . 

[0 10 6] 

&T\ ###J 1 4t:iCt#f^tl 4-2-4 *»£Lfco 

N - IO (3-^V^'>-2 -^fJV7x-;V) 7-t h75 K (##MH-2) 
Hb5 9] 




Rff :o. 2 0 (n-^*-9-> : ft»if^= i : i (v/v) ) o 

[0 10 8] , 

N _ ( 3 -jr. 2 -^Wi-*) 7*b75K (#fMl4-3) 

[<t6 0] 




"NHAc , y . . 

Rff; 0. 10 (n-A^t>:ftixf;V=5:l (V/V) ) o 

[0 10 9] 

N _ (2-^fJl/-3-n-^n^y7x-;V) 7-bf75 K (##fl^tl 1 4 - 4 ) 
Hb6l] 




R f -fit : 0. 3 3 (n-^*"9-> :fti*f*= 1 • 1 (V/V) ) o 
[0 1 1 0] 

1 _ 7W _ 4 _^ >W ^^-lH-r^r/-;V (MM15-1) 
[it 6 2] 



OBn 




N _ (3-/^v;vt#v-2->f^7x-;V) 7*h75K (##M14-1 
) 25. 5g (lOOmmol) C^tf h5-n-7*W^-7A 1. 6 1 g (4 
9 9mmo 1) , »i»'J9A19. 6g (2 0 0mmo 1) MSIxf;M5 0m 
1 tjpilfc. T)U=f^««T«»L4* t ?>«R*»«2 8. 4ml (3 0 Ommo 

1 ) , 3EffiSK 775^2 6. 8ml (200 mm o 1 ) U iJn&aSE&fl 1 "? 9 B# 

5U»T^ 5 0 0ml fcffibnU #«»«r<Mn*HI**^ ^ 

ffiSE# 2004-3115803 
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^-v: 25/ 



n-A*ty*|if*=5 0 : 1 -2 0 : 1 (V/V) ) fcftU Btt»*-£trlB«- 
*«BEa«SlU aUBOflS-fr*! 7. 7g**fe»*at#fc, OR* 6 6%) 

R fi:o. 4 1 (n-^*^> 4 : l (v/v) ) o 

10 1 1 1 1 

jar, 1 5 KmKx&mik&yo 1 5-2-4 ?rijiu/:= 
[0112] 

l-T-fef^-4-;* l>^y-lH-r/r/-^ 1 5-2) 

MH6 31 




r f lit : 0. 5 3 (n-^^-y-^ :ft*ifJi'=2 : 1 (v/v) ) « 

1 J 7 .fef-jL - 4 - ^ b * ~> - 1 H--f (##-fk^»l 5-3) 

Ub6 4] 




Rf -(ft: 0. 5 5 (n-^*^ 2 : 1 (v/v) ) „ 

! J^i^-;t-4-n-yn^^rvlH--f (##<k^ 1 5-4) 

Hfc6 5] 




Rf 4t:0. 5 4 (n-^**> : BiiifA'=4 : 1 (V/V) ) o 
[0 115] 

4?Jyy;tWv—5-yD^-lH-^>^V-;v (m«16-D 
Mfc 6 6] 




miE#2 004-311 5 803 



#M 2004-270561 



^-v>: 26/ 



1 _ 7W _ 4 _^>v> W -lH-'f >^S-fi> (##M15-1) 17 
7g (6 6. 5mmo 1) Of h 9 * K* 7 9 > 3 3 0 m 1 7;^VWS 
#Lft7&*<b> OttN-ynta^K-f^Kn. 0g (7 3. 0 mm o 1 ) SrTJnx., 

3 o^-ra^t/co aa-ci 5i$iHi«#Lfco * a 

RJ6*T*L 0 0ml, 1 N*iftt > 'J 9 1 3 0m 

S9 if^ 500ml -eamu ^a)i^^fp^m7ic^^ h u * atk», > 

«->^W7A^7h^7^ (*ffi»iSE; n-^^r-^v :ft»^A' = 
6 : 1~4 : 1 (V/V) ) fcttU Btt»**trli3-*:aiffi«*8U SIB^^Wl 3 
. 6gtfftfe»*tt-Cllfc, («6 7%) 
R f«:o. 2 5 (n-^+^v :ftK^=2 : 1 (v/v) ) „ 

[0 116] 
[0 117] 

5 _^ n ^_ 4 1 H--f mmt&mi 6-2) 

HC6 7] 




H 

R ff : 0. 17 (n-^*^> : »*if^=2 : 1 (v/v) ) „ 

[0 118] 

5 _ ya€ _4_x^->_ 1 n-4 yyv-fr (##<b^tf 1 6-3) 
Mfc6 8] 

Br-v 



Rfi:o. 30 (n-^MJ-> 2 : 1 (v/v) ) . 

5 _ l °^! 4 _ n -yn^->lH-f *>rV-*> (##^^t» 1 6-4) 
Hb6 9] 



H 

R f 0. 2 8 (n-^*-*> 2 : 1 (V/V) ) o 

[0 12 0] 

mmt&m 17-1) <7)^ 

mtE# 2004-3115803 
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27/ 



Hfc 7 o ] 




4 -^>y;^^->- i H-r/fv'-;v (ffft^H-l) 13. 

6g (44. 9mmol) P - 3 9 g ( 1 3 

lb 0^-3, 4-ytKn-2H-tf7>'l 2. 3ml (1 3 5mmo 1) WU 
3Wm«#Ufco -e-^ M-C31*W*#Lfco + 
RfctffcTSU RJ&»fc**Stfn&»*3*'*- h 'JfA***3 0 0 ml K&lHlU #»L,*: 

^57^- (»*»*; n-^*^ 6 : 1 (v/v Mtt 

(RffO 3 6 (n-^*^> : 2 : 1 (V/V) ) ) 

»i-*c:fcfcJ:9«fBO<frS* (ttft««13) 15. 5g*t«%tLt#fc. 

(W8 9%) - v 

Rft:0. 3 6 (n-'MMT-' : ft****" 2 I 1 (V/V) ) . 

[0121] 

&t> 1 7 Kmcxm^it^m 17-2-6 &s£Lfco 

;v (##4b^% 17-2) 
Hfc 7 1 ] 




r f * : 0. 2 7 (n— :iS^^=2 : 1 (v/v) ) . 

[0123] _ _ 

5-t e r t-y^frVt^fri/Vfr***-'-*-*^**- 2 - Y 7 ^ Knfcf^V 

_ 2 - 4 ;v) -2H- / f > * mmt&m 17-3) 

Hfc7 2] 




l-THP 

Rft:o. 15 (n-^*-9-> : ftflfcJt*-*=4 : 1 (v/v) ) o 

[0124] 

5 - t e r t --f+frV 2 ~~ ^^ 7 ^ v 

ntf7>-2 ->f ;v) -2H-^>r/-;v (##^17-4) 



ffiiE#2 004-3115803 
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^-y : 28/ 



Mb 7 3] 



TBSO 




I— THP 



Rft :o. 3 7 (n-^**> :»»^^=2 : l (v/v) ) 

[0 12 5] 

(##4b^tJ 18-1) <£>^J& 
Mb 7 4] 




(###!) l 7) »c*v>t, ttCtt (Rft: o. 5 2 U-^*^i5f^?*= 2 
• i (v/v) )■) aHBtfMb-fr* (#mii4) 

1. 18gm»tL» OR* 7%) 

Rf§: o . 52 (n-^^^ : 2 : l (V/v) ) . 

[0 12 6] 

»T> ##M 1 8 CfttttM 18-2-3 SrSHSLfco 

[0 12 7] „ . , - 

5 _^n^-4-x>^->-l- (Tf7HKnk°7>-2-^v) -1H-^^/- 

;v (##4b£-^ 18-2) 
Mb 7 5] 



1 (V/V) ) 



Rfft: 0. 6 0 (n-A*t>'JI^* s 2 
[0 12 8] 

(##fb£-$n 8-3) 

Mb 7 6] 



- 1 H-W >^ 




Rf^fi-.o. so (n-^r/:l»^=2:i (V/V) ) o 

[0 12 9] 

(##0819) , _ . 

4 _^ h ^,>_ 1 _ ( 7 -h7liKnt?7>'-2->f^) -5- (4. 4, 5, 5-xh~7 

ffifE#2 004-3115803 
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: 29/ 



[1, 3, 2] y**t#n?-*) -lH-r/r/-JV (#tft^»19-l 

) 

[ft 7 73 




_;V (&%{t&to 18-2) 1. 95g (6. OOmmol) Kit 9 n n If* ( h V 7x 
i^7r/) ;<?VfA 8 4 2mg (1. 2 0mmol)> 1, 4-ytH>3 0 
mltJDi^= 7;V^/MT»lWbVxf;V7r/2. 51ml (1 

8. Ommo 1) . 4, 4, 5, [1. 3, 2] mt#nr/2. 

61ml (18. Ommol) **inU 1 0 0 *CT4 WM«#Pbfco 

JRlSimfL Rfi>#tt**l 0 0ml fcfi-inU 2 0 °Sl??£ L 2°o:t2 

**«ttft^U U A"Cl£*L;fc*, M&likM 

L/'o »&*Lfc5!fta£*Vy *^*7A^n-7 b^57>f- (*ffl»«t; n-^^^v: 
ftiif-7V/=l 5 • 1~1 0 : 1 (V/V) ) KffrU Btt»*#tfWfl-**ffi*l»"** 
C fc fc i 0 . «e<aft*tt 1 . 3 0 g **fe«M*» k Lt#fc, OK* 5 8%) 

Rff : o. 3 2 (n-^*^> :ftixf;v=4 : 1 (v/v) ) « 

[0 13 0] 

##00 1 9 ^iCtffM 19-2 *«jtU^o 
10 13 1] x . , 

4 _ n -yn*°^>l- (rf7tFnlf7>-2-^V) -5- (4, 4 
f7^f;v [l, 3, 2] ytWn?-^) -lH-^r/HV (« 
-2) 

Mb 7 8] 



5, 5-7- 
it&tyQ 1 9 




THP 



1 (V/V) ) 



Rff. 0. 3 
[0 13 2] 

(###) 2 0) N 
4-^^^-7-2- (f>5HKnif7>-2-'f^) -5 - (4, 

tY?*** Ci, 3, 2] y**-***n7-;v) -2H-r/r/-iv 

0 - 1 ) 

[ft 7 9] 



4, 5, 5- 

(##ft^ 2 




tb|E# 2004-3115803 



#M 2004-270561 



: 30/ 



^V^K##M17-D 3. 52 g (9. 0 8mmol) Kl. * 7,i*i 

* (1 • 1) 2 5 7 g (3. 1 5mmo 1) , ft**'JfA 1- 8 5 g (18.9m 
!ol) ^(^70^0V4. 80g (18. 9n»»ol)Wm 

".» lfjV= l 9 • i (V/V) ) fcfl-U Bfl9W**trW«-*«ffi**«^*«- fc *- 
J: i> , MB*>ft*« 1 . 3 1 g UT#fe. («*3 3 %) 

Rf«: o. 3 7 (^x>:ft«xf*=i 9 : l (v/v) ) • 

10 13 3] . 

&T> ###0 2 0 2 0-2-3 *$bl Lfc. 

[0134] 

a /o^ju**^- 1 - (f>7tKae7>-2-'f^) -5- (4, 4, 5, 5- 
[T, 3. 2] yiwn,,*) -IH-r.r/-^ (#**** 2 

0-2) 

Mb 8 o ] 




Rfffl: o. 33 (>;v^> 9 • i (v/v) ) «, 

A J5iit-2- (x>7fcFnif7>-2-^;V) -5- (4, 4, 5, 5-th7 
5^ [T; 3, 2] 5***#n^JU) -2H-r/r/-;V (##»2 0-3 



MIS 8 1] 




'N — THP 



Rf f ; o. 2 0 {n-^W :Wm*-+*'=2 • 1 (v/v) ) e 

[0 13 6] 
Hfc 8 2 ] 




5-.*Hr~>-l-H--f (R. 



Bartsch et a 1. 
ffifE# 2004-3115803 



mm 2004-270561 



^-v*. 31/ 



+ iu . *-/ • ^r-n*>f • f^* HJ- (J- Heterocycl ic C 

^tm 21^ 1 0 6 3 (1 9 8 4) »■) 25g ( 1 6 9 mm o 1 ) ft^V 

>5 0 0mlM^ 7^>«T«ft7*^9M5g (3 3 7mmol) *in*- 

(19 3mmol) t2 0*IW*TU *Ot4 2«fWlfrU. 
ifSoTtkSt* «Lfc B #*«. ^n*^»L^ #^B* 

ft** 7. 2g*ifei*tU#fco OR* 2 4%) 

Rftt: o. 5 0 (ftSt^f-^) o 

[0 13 7] 



) 



Mb 8 3 ] 




t 



4-*;n;v-5-^^-iH-r/r/-;v «NHb*»2 1) o ig (5 

7 3mmol) »fW/50ml» H*ft*«25g U OOmmo 1 

w&*t»; »»«* owwi 5s«S«?i 

yxfjVx-riV/^^-^^S/ 1 (V/V) SrSn*:. &«LfcHff *«*T*«- < 

Rfi: o! 3 5 (*nn**A 2 8 %T>*-T*« 1 0 0 .10.. 

(V/V/V) ) o 
[0 13 8] 

mt&ty 23-D 

Mb 8 4 ] 



TBS 




2) sFsmg (3. 93m«ol)^h«Fn«^16ml»«0^J*IL 
Wv^n^xwr^l. 5ml (8. 6 1 mm o 1 ) > tert-7^/> 
W;^n'JF7 0 0mg ( 4 . 6 4 mm o 1 ) f * n£ ^||T^2^5° T ^^ 

tbfE# 2004-3115803 



#M 2004-270561 



^-v : 32/ 



vf ^ 7 ^- mmmm; n — 2 : i~i : 1 (V <TYL.L£ 

i:LT#/io OR* 8 8%) 

Rf«: 0. 42 (n-^**> 1 : 1 (v/v) ) - 

[0139] 

;v (##ft£-ti 2 3-2) 
Mb 8 5] 



TBS' 




Rf f : 0.28 (n-^**> 2 : 1 (v/v) ) o 

[0 14 0] 

^V-* 2 4-1) 

Hfc 8 6 ] 




5-t e r t-y^;Vv^^^'>U;v^^v-4-*;V5;v-2- (r^tKnk7 
- 2H--f>r/-^ (##^17-3) 10. lg (28. 0mm 
ol)Ofh9tKn7?>150ml»«tOti:*»U 1. OMrbyWT/ 
^-e,A7;^'JK/r^U*n77>M3 4m.l (34. Ommol) 

n7 ^77^- (i#ffi?#i»; n-^*^> : jv= 6 .1-3.2 (v/v; j 

tt»tU»fc. OR* 6 5%) , ... n 

R f f:o. io ( n -^MJ-> :*»i^^=4 : 1 (v/v) ) • 
- >< y rv- * 24-2) 

[<fc8 7] 

I^^N— THP 

ffifE# 2004-3115803 



4$B1 2004-270561 



^-y: 33/ 



r f m : o. 2 8 (n-^*^>- : mm^^= 2 : 1 (v/v) ) o 

[0 14 2] 

(##$12 5) 

4-^5;V-2-(fb5tKn-tr/-2-^V) _ . 

_ 5 _ lyyyjututtzr***-****) - 21L-4 (##tt^ 
- 1 ) 



Mb 8 8] 




>*V-A> (##flS«2 4-l) 4. 5g (18. 3 mm o 1 ) O«ft^l 0 J 
. 8 g (27. 4mmol) . h-jxf;v7^15ml (lOSmmol) *Jnx.. at 

7 %) 

Rf f :o. 3 0 (n-^^v : l (v/v) ) » 

aT. 1 #««2 5 #fM2 5-2^Uo 
4-*****#-*-2- (fh7tKne^-2-^v) -5- (HJ7**n* 

- 2H-^>r/-;v (##M2 5-2) 

Hk8 9] 




Rff 



0. 7 4 (n-^^-9-> :»ixf)i'= i : i (v/v) ) o 

[0 14 4] 

Hb9 0] 




5-n4-lH-r/r/-M0g (67mmo 1) Ol, 2;f D "^ 
2 0 0ml 7**>**T**«fcT*5 =*A 3 0 g (2 2 Ommo 1 ) * 

JpiL, 3 OflWWLfc. *v»t«fefl[ft7*f * 12ml (l70mmol) SOT*. 
„ 6 0t:t?2. 5l$IHI«#Lfco 

ffiSE#2 004-3115803 



mm 2004-270561 



^-v : 34/ 



**3. 6gmi#tL^« (W3 0») Rf4l:0. 14 (n-^**'. 
Hfif jv= 2 : l (V/V) ) o 

[0 14 5] 

4?5>yU^-6- [4- (l-t«rt-^>*^#;J7^-l-^ 
y*-»l -2- (f>?liKB«>-2-^) -2H-^r/-* ( 

ft-frW i - i ) <^j& 
Mb 9 i] 



BocHN 




4-^>yW>-5-^-2- (7-h7fcKDtf7>-2-^f *) -2H--T 
> ^y*-;v {■mmt&W 17-1) 7. 75g (20. Ommol) K 1 - ( 1 - t e r 
t _y^V*;V^T5^-l-^f^^) -4- (4, 4, 5, 5-rh7> 
*ju n 3 21 *;*wn?-^) ^v-tfv (##-fb^%4) 10. 8g (2 9. 

9mmo'l)'rf7«fJ7x^7r^7^A2. 3 1g(2. 0 0 mm 
o 1) 1 2-yn*vxr/175mlSt;2M»HJ^«7 0ml* 

WWT*. Re*«*2 0 0ml KttJL, 0 0m 1 L*. * 

im^?;t=4 :T (V/V) ) KttU Btt»*#M**lltffi«tL, 
&9. 9 6 g*Jt4»*fctT#fco (W9 2%) 
Rf ft:0. 2 7 (n-^*> : Wem**- *"= 2 ' 1 (V/V) ) o 
[0 14 6] 

&tf. mmm 1 t-mctr^t> 1-2-13 fcawtufco 

5- l U-Vl-t e rt-/>^*^7^-l-^)Vxf^) 7 f 

w&m i - 2 ) 

[<b9 2] 



BocHN 




Rfi:o. 4 0 (n-^**> :ftm^^=2 : i (v/v) ) o 

1-3) 

tBSE#2 004-3115803 



#M 2004-270561 



^-v : 35/ 



Hb 9 3 ] 



BocHN 




I — THP 



r f « : o. 4 4 (n-^*^> :fm^^= i i (V/V) ) o 

1-? et f-7f^>*^-5- [4- (1-t e rt-/b^>*^7 



) 



BocH! 



[It 9 4] 




R ft:o. 4 0 (n-^**> i : i (v/v) ) , 

4- [ °'^Uv-5- [5- (1 -tert-^^f^;-Wf 
Mb 9 5] 



BocHN 




I— THP 



Rfffi: o. 31 (n-^**> :fj=m^*=2 : i (v/v) ) = 

4-^^Uv-5- [5- (l-tert-^^^Ty-Wf 

^v*-;v «b^i-6) 
Mb 9 6] 



BocHN 




R fi:0. 2 5 (h;wo l : l (V/v) ) „ 

5-[5-(l-tert-^^*^^-l-^^) 

tiiSE# 2004-3115803 



&m 2004-270561 



^-v*: 36/ 



Ht9 7] 



BOCHN 




RffiiO. 3 7 (n-^*** :»^^=1 • 2 (V/V) ) o 

5 J ° t 5 ! a - t e r t - * h *** *#=*T if*) V 



2--f;V] -4 h^r 

(lb£-t>i-8) 
Mb 9 8] 



BocHN 




R ft:o. 20 (n — :*BHi^=2 : i (v/v) ) o 
;v Ub-S-tf i - 9 ) 

Hb9 9] 



BocH 




Rfi: o. 13 :ftB*^*=2 : l (v/v) ) 0 

Mfrfrfci - i o) 
Hb i o o ] 



BocHN 




THP 



Rff :o. 15 (n-^*^y :*«^^=2 



1 (V/V) ) o 

mtE#2 004-3115803 



#H 2004-270561 



^-v>: 37/ 



si 0 ^! Vi-tert-yv^v*^;vr^-i-^^nif;v) 

(-fk^ l-li) 
Mb i o 1 1 



BocHN 




R ft:o. 3 4 (n-^**> * : 1 (v/v) } ° 

^V-* Offrfrfc l - i 2) 
Hfci o 2] 



BocHN 




I^THP 



Rf«: 0. 33 (n-^*** :W^* B i : 2 (V/V) } ° 

01 1 - 1 3 ) 
Hb l o 3 1 



BocHN 




Rf f :0 . 4 6 (n-^^> : iltxf ;v= 1 : 1 (V/V) ) o 
)V (##lb£-® 1-14) 



mSE# 2004-3115803 



#lg 2004-270561 



: 38/ 



lit 1 0 4) 



BocHN 




Rfffi*. 0. 46 (n-^*^> :ft«^=i * 1 (v/v) ) o 
[0 16 0] 

Mb i o 5 1 



BocHN 




Boc 



i t p _ 5- C4- (1- t e r t -^f*v*^-^ 

O SsLg (0. 68 mm ol) IC1. 4-vtJtVlOml k ^"^T 
1*10*., 5%'<9**A-** (**) 6 7 2m g »U 7jc*#ffl$vT. Ihtl 

y;i/*7A^D-7b^77-f- n-^*^> :ft»if^-2 . 1 (V/V 

) ) KttU ; i»»t*Mfl-*«ffi«fr*-fcKJ:^ g|1^2 2 5mgte 

M*^tt#fco (W8 1%) 

Rff:0. 4 5 (n-^*-** 1 : 1 (V/V) } 0 

[0 16 1] 

, ; _ 1 -^^;v) -4- (i£n-*-i— r*) "1H-^^ 



lit 1 0 6 ] 



BocHN 




4 — T 5 y-l-t e r 



t _y^->*;V^V-5- [4- Ci- 



te r t -7*h* 

(>fk^ 2 ) 



2 0mg (0. 0 4 3mmol) OmK »12. OmlR^, 5 

ffiSE#2 004-3115803 



#K 2004-270561 



: 39/ 



S*W^***A*tt*L** ***** *?^2 • T (V/V 

^.rW!'.-^.:^-" : 1 (V/V) , . 

[0 16 2] 

( ? »J4) ^^^^^^^^ } y ^ 

- 4 - (trn-;v-i->f;v) -iH-r/r/-* «fc*«4) 
Hfc 1 0 7 ] 



BocHN 




1-t e r t-^^*^-5- [4- (1-t e rt-^^*^ 
li (ffi«S) 112»g (0. 2 17mmol) fc^-*5. OmU 1 N*m 

Rf«: o. 4 0 (n-^***:*****^ 1 1 1 ( v/v) } ° 

[0 16 3] 

5M?-(l-7^-l-^^;v) y^rt -4- (i£n-*-l-r*> 
-iH->f>r/-^ (ft-frW 5 - 1 ) 

[it 1 0 8 ] 




•5- U- (1-t e rt-^>^>W^7^-l-^^) 7x^ 

SJUUieii**** T^ ; ijgi. 5 *"gf^V«it A 
Jft! o. 44 (^n*^:^;-*: 2 8%t'/*-t*-5 .1.0. 01 

(V/V/V) ) o 
[0 16 4] - 

miE#2 004-3115803 



Sfrm 2004-270561 



40/ 



nmm 5 cuttM 5 - 2 ~ 2 9 *sh& 

[0 16 5] x _ 

5- [4- (1-757-1 - >fJVxf;V) 7x-W 
4 y ;l/ 5 - 2 ) 

Hb 1 0 9 ] 



_ 4 _^ yyn#*V- 1 H- 




Rfi;0 . 3 9 (*nn*;vA 2 8%7v«-7*=5 : 1 : 0. 01 

(V/V/V) ) o 

5- IO [4-Vl-T^-l-^^^;V) 7x^] -4- (^V^-l-^ 

) _ 1 H --f >y*/-» Mfrfr* 5 - 3 ) 

[ftllO] 




Rf«: 0. 4 6 (?dd*w : 2 8%7>*-t*=b : 1 : 0. 01 

(v/v/v) ) o 

5^}! Vi-r^-i-******) 7*^*] -4- (^'Jv>-i-^v 
) - 1 H-'f ('fk^-t/ 5 - 4 ) 

lit 1 1 1 1 




HCI ~ ~fj 

R{ «: 0. 44 (^nn^vA:^;-;v: 2 8%7^-7*=5 : 1 : 0. 01 

(V/V/V) ) o 

gi^i Vi-r^-i-******) -4- (*;V*V>-4->OV 

) -lH-^^r/-^ &mm. w&m 5 - 5 ) 



{liSE#2 004-3115803 



#M 2004-270561 



^-y: 41/ 



Mb 1 12] 




HCI H 

Rfi:0 . 3 9 (^nn*;VA : *9J-K : 2 8%7>t-7*=5 : 1 : 0. 0 1 
(V/V/V) ) o 

[ftll3] 




r f -fit: 0. 3 4 (*nn*;vA : *9J-fr 2 8%7>^-77fc= 5 : l : 0. o l 
(V/V/V) ) o 

5 -!°[5 1 °(\ -75 J - ^r/-2-^V]-4-^ 1 

H _ j > ;v Offr&W 5 - 7 ) 

Hb i i 4 ] 




Rftt: o. 3 2 (^d*)va : *9;-*\ 2 8 %tv^^7tK= 5 : l : o. o l 
(v/v/v) ) o 

Hb l i 5 ] 




R ft :o 41 (?uu*)va : **J-fr\ 2 8%rv^-T7K=5 : l : o. oi 

tiJSEiHF 2004-3115803 



Sfrm 2004-270561 



^- v? : 42/ 



(V/V/V) ) « 

[0 17 2] 
5- [5- 

[ftll6] 



H 2 N 



a^m 5 - 9 ) 



_ 4 -jx. >3r~>- 1 




HCl ^ "{} 

Rf*: o. 4 8 (*tm**A 2 8%7>t-T*=5 : l : o. o l 

(v/v/v) ) o 

^y*-;v 5-10) 




Rf«: o. 12 (^d*;va:^;-;v: 2 8%7>«-t*=5 : l : 0. oi 

(V/V/V) ) o 

5- U-Vl-T^-l-^^^) 7x^] 

tiuft% (^b^-tj 5-iD 

Ut l i 8 ] 




RfH: o. 3 4 (^nn^A:^;-;v: 28%7>*=7*=5 : i : o. oi 
(v/v/v) ) o 

5/- 1 h-w >^v-;v i^mm. at^m 5-12) 



mS£J^2 004-3115803 



mm 2004-270561 



s<-V: 43/ 



Hfcl 1 9] 




Rf-lfi: o. 4 8 (?no*w : 2 8%t^*-t*= 5 : i : o. o l 

(v/v/v) ) o 

5 _ l °[5lVl-T5y-l-^^;v^atf;v) \£y*J*-2-4*1 -4-> 
! H _^ >;J rv-;V ttflfctfc 5 - 1 3 ) 

[ft 1 2 0 1 




Rftt:0 . 4 1 (^on*jvA : : 2 8%t>*-t*= 5 : i : o. oi 

(V/V/V) ) o 
[01771 

^V-* 5-14) 
Mb l 2 l ] 



H 2 N 




HC1 

r f it : o. 4 1 (?nnw : : 2 8%t>*-t*=5 : l : o. o l 

(v/v/v) ) o 

Mb 1 2 2 ] 

F 




Rff:0. 3 2 (*nn*;vi, ; *9J-*\ 2 8 %7 >*-T7jt= 5 I 1 : 0. 0 1 
(V/V/V) ) o 
[0 17 9] 

miE# 2004-3115803 



S&m 2004-270561 



s<—*? : 44/ 



5- [4- -4- (2, 2, 2 

*n -lH-r/rZ-A' « (M5-16) 
Hfc 1 2 3 ] 




Rft: o. 3 5 (^oo*;va : 2 8%t>*-t*=5 : 1 : o. o 1 

(V/V/V) ) o 

v*-;v ttffttt MfrfrW 5-17) 
Ufcl 2 4] 




r fffi : o. 3 6 (*on*;i/A : : 2 8 %t>-*-ttJc= 5 : l : o. o l 

(v/v/V) ) o 

) -lH->f>r/-^ MS (M5-18) 
[ft 1 2 5 ] 




Rf m: o. 3 1 (*ou*;va : *9J-fr : 2 8%t>^-TtK=5 : l : 0. o l 

(V/V/V) ) o 

> ^ v- ;v (ft^ 5-19) 

Htl2 6] 




HCI 

r f m 



• 0 3 3 (?nn*M : : 2 8%T>^-TtIc= 5 : 1 : 0. 0 1 

miE# 2004-3115803 



#12004-27056 1 



5> : 45/ 



(V/V/V) ) o 

5 l\l i 3 ( i - 7 5 y - 1 ->f*xf^) e»; v>- 2 - - r 

1H _^ y >5ry-;u MI (^5-2 0) 
Mb 1 2 7 ] 



- 4 --fu-tf**/- 




HC1 H 

r f -fit: o. 3 8 (*ou*;va : 2 8%7>*-T*=5 : l : 0. o l 

(v/v/v) ) o 

b^->-iH--f>r/-^ tit (^i5-2i) 

Mb 1 2 8 ] 

F 




Rf «: o. 3 7 (^odwa : *9J-* : 2 8%t>^-t*=5 : i : o. o l 

(V/V/V) ) o 

ih-^ ary- * flOfttt Mfrft* 5-22) 

Mb 1 2 9 ] 




R ff :0 . 4 9 (*nn*;VA : : 2 8%7>*-7*=5 : 1 : 0. 0 1 

(V/V/V) ) o 

k-4 y yv-K mm 5-23) 



ffiiE#2 004-3115803 



#H 2004-270561 



^-v: 46/ 



Hki3 0] 




N. 



Rf f : o. 31 (^an*;vA : ^ *y : 2 8%t>*-7tK= 5 : l : 0. o 

(V/V/V) ) o 
[0 1 8 7] 

5- [4- (i-7^-i-^f^w) 7*->H -4- (tryy>-3->f* 

-lH-^>^/-^ Mfrfr* 5-24) 



H 

Rf §: o. 32 (^nn*ji/A:^;-^:2 s%ry*-rfc= 5:1:0. 

(V/V/V) ) o 
[0188] 

5 _ [4 _ (i-7§;-l->fJVif^) 7*-^] -4- (tf'jyv-2-' 

- 1 > yv-)\> m.w& Mte* 5-25) 

Hb 1 3 2 ] 



H 

r f -fit : 0. 2 8 (^Dn*n : * : 2 8%7>*-7*= 5:1:0 

(V/V/V) ) o 
[0189] 

5- [4- (1-75;- i-^f;Vif^) -4- (tT9V-;V-4 

) -iH-^>r/-^ (M5-2 6) 



Mb 1 3 1 ] 





ffifiE#2 004-3115803 



#H 2004-270561 



^-v : 47/ 



m 1 3 3 I 



HN— N 




Rfffi:0 . 15 (^nn*w : : 2 8 %r >^~T7jt= 5 : l : o. o l 

(v/v/v) ) o 

Kb 1 3 4 ] 

HN — N 




r f fit: o. 17 (^do*)va : : 2 8%7>-*-T7jc=5 : i : o. o i 

(v/v/v) ) o 

5- IO [4-Vi-T5y-i->^^^;i,) 7^;u] -4- (**^-;v-4--r 

;v) -lH-r/ 2 Mfrfr* 5-28) 

[lb 1 3 5 ] 




Rf^ft: o. 2 7 (*no*;vA : *9;-)v\2 s%ry*=-T*=i oo : i o : l 
(v/v/v) ) o 

) -lH-^f^r/-^ (lb^-%5-2 9) 

Kb 1 3 6 ] 

M 




Rim: 0. 15 (^nnWA^^HV: 2 8 %t>*-7tK= l 0 0 : 10 : l 

ffifE#2 004-3115803 



#M 2004-270561 



48/ 



(V/V/V) ) o 
Mb 1 3 7 1 



BocHN 




Mh**l-1) 2 17g (4. Olmmol) Kl, 4-^V15mK^ 
7 8 

Rffl: o. 2 5 (n-^**y i : 1 ( y/v) } 0 

[0 19 4] 

B ( ?U- (1-tert-^ *>s*»**»T *J - 1 

(ft^W 7 - 1 ) 

Mb 1 3 8 ] 



BocHN 




H 



5 _ [ 4 - (1-te rt -7h^*^7^M-^^)7x^ 
] : 4 -tKo^-lH-r/r/^ «fc*»6) 2 5 6mg (0 6 Jmmo 1 
ril*' 9A 2 8 9mg (2. 0 9mmol) RlFN, N-^W^7,>5 

0. 6 9 4mmo 1) ON. N-^^^U'lml»»U iEinaT 1 8 

*L n -^t'/tft»ti - k C * 9 * ****** 1 7 3 m g ***fe»*i: LT 

miE#2 004-3115803 



2004-270561 



49/ 



[0195] 

&T\ 7 CtM* 7-2-8 **Ht Lfco 

5 - °[ 4 - U " t e r t -7 h * * * *^*7 * ✓ - 1 - * 
_4-xh^>-lH-'f>^/-^ (ft£$&l7-2) 
[ft 1 3 9 ] 



BocHN 




Rf «:o. 3 7 <n-^**> 1 (v/v) } ° 

5 J °ri - Vl - t e r t -T h ****#-*T 5 7-1 7x.iH 
-4-n-yn^>lH-r/r/HV (ft^7-3) 
[ft 1 4 0 ] 



BocHI 




R ff: 0. 3 7 (n-^*^> • 1 (v/v) ) o 

4 J°i°?W-5- [4- (l-tert-^^**#^H/-l-^ 
-lH-^>r/-* (ft^©7-4) 

[ft 1 4 1 ] 



BocHN 




Rff; 0. 5 0 (n-^^r^V I *iifA'= ! 1 • 1 (V/V) ) „ 

5 J ° t J ! 9 ( \ - t e r t - -f b *#^*7 U - 1 " * ^^^) 7 

-4- (2. 2, 2-h'J7^nxh^) -1- (n?tKnn?>-2-0) 
_ lH _^^^V-;v (ft^7-5) 
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1— 5> I 50/ 



Hfc 1 4 2 ] 



BocHN 




R ff : o. 4 3 (n-^**v :*i^ s 2 : l (v/v) ) o 

5 J °r 4 ° °(\ - t e r t - * * * V * *#-*7 * ^ - 1 " * 7 - =• *] 

! 4 _ ( 2 -7;v*n^*-» -1- (fhnKn^r/-2-^) - 1 H-4> 

[<fc 1 4 3 ] 



BocHN 




R fi:o. 3 4 :*i^=2 : 1 (V/V) ) o 

4 J£ij£J**-5- [4- (1- t e r t-^b+f***-^?^ 
HU4 4] 



BocHN 



1 - jCf"*' 




Rf f ; o. 5 0 (n-^*^> :ft»^=2 : i (V/V) ) o 

rZ-fl' (^tl7-8) 
Hfc 1 4 5 ] 



BocHN 




!— THP 



RfK:o. 2 7 (n-AH>:ii^^= i : 1 (v/v) ) . 

[0 2 0 3] 
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$8) <7)£-J& 
Mb 1 4 6 ] 



BocHN 




2 lg (5. OOmmo 1) h^Kn75>l 5ml, ^ 
y *Tsm l*«r e?V>0 8 lml (10. Ommol) , 5%><?**A- 

Slb^fUk, SU^A-W <**) 6 0 0 ffl g^;-*Bml#« 
. 16gWtt*tl« (W9 6%) ,„ xv ^ 

Rf f : o. 3 0 (n-AHv:ft|xf^=i : l (v/v) ) » 

5 C ^!?!\l-t.rt-^*^^ 

2H-'f>/ > /-* Mfr&W 9 - 1 ) 
Hfc 1 4 7 ] 



BocHN 




f'Jxf;V75>l. 6 6ml (11. 9mno 1) ^i*J'J7Wn>^^ 
)V*Vl£0 4 0ml (2. 3 8mmol) £in*-> 1 WHJttJ^Ufeo , ^ 

L^S»*£»*^ > * *A*^**U fc*^ 97*- - 
X?trWxf*-5: 1 (V/V) ) CftU Bttt0*frtr»»**I£**U * 
R ff : o. 3 2 ( n -^^> 2 : l (v/v) ) . 

[0 2 0 5] 
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JS1T> 9 Km ZXit^m 9 - 2 SrSBt L/Co 

jvt^->-2H-r/r/-;v at^9-2) 

Hfc 1 4 8 ] 



BocHI 




R fi: o. 5 6 (n-^**> i ' 2 ( v/v) } ° 

[0 2 0 7] 

i 4 -%'vi>-4-^V) -2- (nnKnW>-2--f*) 
V- ;v (^^J 10-1) <7)^ 
Kb 1 4 9 ] 



BocHN 




-2H-^fvr/HV (lb^tf9) 3 0 Omg (0. 5 1 4 mm o 1) K4- Q4, 4, 
5 5- t ^fM , 3, 2] y^t**n7^) y 2 1 1 mg (1 . 0 

L> MlOft** 2 3 6 m g (WJ0 %) 

Rff.0. 3 4 (n-^**> :»m*^=l • 2 < V/V) } ° 
[0 2 0 8] 

&T\ £%09 1 0 «C"C^!| 10-2-5 *«IU. 

-4- (*ry3»-3— f*) -2- (f>7tKner/-2-^) ~ 2H 
0-2) 
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r f m : o. 19 (n-^*^> i : i (v/v) ) • 

-4- (ifiji;>-2-^;v) -2- (nnFne7>-2-^0 -2H-r^ 
v*- ;v (ik&m 10-3) 

at 1 5 1 1 



BocHN 




;N— THP 

Rff ;0. 2 9 (a-^t^iftiif^l : 1 (V/V) ) o 

5- l0 [!-Vl- t e r t -r>*V***^7^-l-^^*) 

-4- (tfvV-;v-4) --f;V-2- (f V7tKnf7>-2-^f;v) -2H->f> 

Offr&* io-4) 
Mb 1 5 2 1 



BocHN 




^N-THP 
I 

R ff : o. 20 ( n -A^"/:»fji,= i : 2 (v/v) ) o 

. J °r 1 1 Vi - 1 e rt-rh*f***-*7^-i-^**f*) ^y^v- 

2_^ ;v] _ 4 - (ifr/-*-4-^) -2- (ThnKne7>"2-0) 
2 H - W > 9~ V- * Mfc#» 10-5) 
HIS 1 5 3 ] * 

HN — N 



BocHN 




Rft: 0. 2 2 (SlifA') 
[0 2 13] 

mmm i i ) 
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1 - t e r t 5- [4 - ( 1 - t e r t 

[ftl5 4] 



BocHN 




, -r^ y_i _t e r t -7 h * 5 - [4- ( 1 - t e r t -f > * 

, „ ,4j„ a |) ei>;-*3 Om 1 )8»t-, 5 

if 3 m g ^^^^^ U-C^^. C«*8 9% 

R f f : o. 3 8 (n-^**> 2 : l (v/v) ) • 

g'chem.), 6 5, 3 6 8 3 (2 0 0 0)#SB.) *«p ! 1 - 3 » 
hTWH (J-C. Flo rent e t a 1 . ✓ * 
^^v^y.^*^- (J - Med. Chem. ) , 36, 1364 CI 9 
9 3) #M) */flv*fco 

-;v Mk-frWl 1-2) 
[>ft 1 5 5 ] 



BocH 




Rf f: o. 4 6 (n-^**v :ft»J-^^=2 : i (v/v) ) o 

. j ? ' r t - 7 h * * * * * ~ A, - 5 - C 4 - ( 1 - t e r t - ? Y * v * * * f £ T 
Offrfrfcl 1-3) 
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[it 1 5 6 ] 
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R ft:o. 5 3 (n-^**>:*»^f-^=i • 1 (v/v) ) o 

[0 2 1 7] 

V- ;v (ft*^ 12-1) 

[ft 1 5 7 ] 



BocHN 




A-*******-*- [5- (1- t e r t-rh^^T^-l-^ 
tfi;y>-2-^;v] -2- (f h9HKnn*7V-2-^) ~ 2 ?~1 
^>/-,V2 9mg(0. 0 5 3mmol)^;-M. 0ml»:5%^y^ 

.»2 3mgt«ft»*ktTllfc. OR* 9 5%) 

R fi: o.3 2 (n-^*^> :»K^^=i : i (V/v) ) o 

10 2 18] ^ 

1 2 HHttft'Hi 12-2-3 <f»l^w, 

-;v 2-2) • 

Mfe 1 5 8 ] 



BocHI 




Rim: o. 5 0 4 : l (v/v) ) 0 

5- 1 U-Vl-t e rt-^^>*^^^-l->f;vxf;v) 7x^] 

% 1 2-3) 
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[<b 1 5 9 ] 
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Rfi:o. 24 :»f^=2 : 1 (V/V) ) o 

[0 2 2 1 ] 

(ft<&W 13-1) 
m 1 6 0 ] 



BocHN 



OCHF 2 




Ut 2-3) 6 8 0mg (1. B0m«ol)^N. N-^*JA^K10m 
1 47 g (4. 5 1mmol)^nn/7JVtWM7 
Ils Smg (3. OOmmo 1) 7^«1 0 OU'4 5^U: 

° ElE#7t, RJ&M**5 0 m 1 fcftiJUU h 5 0ml 5*51 

?^i°^;t=4 f (V/V) ) £#U Btt*t*M**WEMt*^« 
0 ; »tWMt** 3 4 3 m g * Ltfffc. OK* 4 6 %) 

Rf«: 0. 4 6 (n-^**> 2 1 1 (V/V) ) . 

[0 2 2 2] 

BIT, 1 3 CiCtM 13-2 fcSBSLfco 

5 2 :i;t 3 - ( 4-^;Unr>t>-l- (f>nKnW>-2-^) -1H- 
<f>^V-;v (ft^fti 3-2) 

[ft 1 6 1 ] 



BocHN 




Rf§: 0. 2 9 (n-^MfV •.BWk*-*-*'* 2 



1 (V/V) ) o 
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"t-3>: 57/ 



[0 2 2 4] 

] -4- (^if-9-y-;V-5--f;V) -2- (rh7tKnlf7>-2-^V) -2H- 

<oyv- & Mb-g-% i 4 ) 

Mb 1 6 2] 



BocHN 




c _ r 4 _ (1 _ ter t-/b^>*^-JV75;-l-^W^) 7x '^ 
I 4 -*;V=,V-2- (fh5U'o^>-2-^) -2H-r/r/-^ <<b*W 
1 - 1 2) 3 9 8mg (0. 8 5 8mmo 1) W^-;V5mlW, 7*3 
T ( p - h;vjr.^^;v^-;v) >fMVV7-K2 OOmg (1. 0 2 mm o 1 ) . 0c 
lA^A150mg (1. 09mmol) SrlHIx., Un»««tT 1 . 5 B^M 2 L£ 0 _ 

>r- n-^^^> :»xfjv=2 : i~i : i (v/v) ) M*u sbs 

0 (JR*3 2%) 

R fi:o. 2 9 (n-^*-9-> :ft»^^=i : i (v/v) ) □ 

[0 2 2 5] 

^-"[J -< 1 - t e r t -yh^^V^7^-l->^xf;v) 

1 _4_ ( 3 _^ W 5/7^>f» "2- (f>7tKner/-2-^) - 

2H-'f> ^ v- ;v (Ib-^ 1 5 ) <D&m 

Mb 1 6 3 ] 



•NMe 2 



BocHN 




5- T4- (1- t <Tr t -V > *#=*7 5 ^ - 1 - ^ t^t*) 7*-*] 

Mb-frWl-13) 5 0 Omg (1. 0 5mmo 1) ON, N-^fWA75H 
T (Tsmmol) *ttiU 7 0W1. 5»H* *w* l 0 

n^jvA-ftKxf-^-^tv * »> SttJUbtaUR-T* - * K * «3 . «BB*Mb* 
i4 5 0mgtfWtU#t. (JR*K8 1%) 
Rft: 0. 2 2 (IBR^*"*') o 
[0 2 2 6] 

^-^[J^Ci-t e r t -yb^»^«7?;-i-^f^^) 7*-* 

] _ 4 _ (tT 9 y-_;v_3-^;v) -2- (x h 9 K Kn fcf? >- 2 ->f *>) -2H-«T 
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lit 1 6 4 ] 



BocHN 




2H-r/r/-Mft^l 5) 4 5 0mg (0. 8 5 mm o 1 ) *>T Y ? * K* 7 7 

Rff.O. 5 5 (ftf^f^) o 
[0 2 2 7] 

mnm] ...^ 
i) &*q 

«1 lOOmg't 3 

66 . 4 mg 



%m 



2 0 m g 



afT 1 )^^^^ °* 6m . g 



[0 2 2 8] 

2) fcT'-t^J 
^ 2 1 5 0 m g 4 1 

ttHifefrft k MloWJl!tll»t* £ k« ^ ******* - fc 

[0 2 2 9] 

3) 

«fc*3 100ml* ft n mCT 

1 0 0 m g 



*''JVM-h 8 0 2 0 0mg 
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mm. 



Mm 
Mm. 



[0 2 3 0] 

A. R h o 

• ^*n f ;»A- • V »;-, 2 7 4*, 3 2 4 1 81, 1 9 9 9#*ff [J . B i 

o 1 . Chem. , 274, 32418 (1999)] KE«0^«Wf«)^rtt* «t TOM 
OfS'&MROCK I I [7y^N*; AMtf^ny-, #*a^ ft 14-3 
38, (5Ud i t/5 0/< 1) [upstate biotechnology, Ca 
talog No. 14-338, ( 5 U n i t / 5 0 (i 1 ) ] ] #Ji<£l&HJ?*fSm<0^ 

t±> fb^t) 5 - 1 > 5-2. it&m 5-3. fl^^J 5-4, lb^% 5-5. ib^% 

5 - 6 . < frfr* 5-7. it&® 5 - 8 . <b£^ 5 - 9 . < 5-10. 4t&W 5-11 
. it%m 5-12. ik&m 5-13. -fb^-tJ 5-14. -ffc<g*% 5-15. jb^t? 5-16 
. 5-17. 5-18. it&m 5-19. it&m 5-20. jb^-% 5-21 

. 5-22. <b^% 5-23. 5-24. it&® 5-25. it&m 5-26 

. <b^® 5-27. it&m 5 - 2 8 *J «£ tHb^tf 5-29 Sr^M L^o 

1) ifilwiS 

5 OmM h'J^H Kn + ->75/^^y (Tris) (pH7. 5). 2 mM J.-?- 
l/;/*n; a-JHf* (|?-75yxf^x^f;v) — N, N, N' , N* -W&W. (EG 
TA) . 1 mM xf i/>-y*7 5 ^BafifOft (EDTA) . 5 mM ^b^^^v^A (M 
gCl 2 ). 5 mM p-y*)*X]~-)]s*X7 £Zf2 mM ymWh-^ 

(DTT) i 9lSHTi»Mt Lfco 

2) 300//M ATP [y- 32 P] ATP»li 

WttlOmM ATPMtffi^) tr- 3 2 P] ATPM [NENti Co 
de No. NEG- 0 0 2 A] *MLT, 3 0 0 //M ATP [y- 3 2 P] ATP 

3) SttlROCKI I»ft<Z>lliS 

TfTSK^SteSR OCKII [ (upstate biotechnology, Cat 
alog) No. 14-338, (5Uni t/5 Q M 1) ] l/100f 
f?LT. ittlROCKI immtvfco 

4) 1 mM ^®«^PSa 

S6^rt-eif^^K (S6 Kinase Substrare Peptid 
e) [7y^H7 A/ftf?;ny- #*n^ ft 12-124, (2mg 
) [upstate biotechnology, Catalog No. 12—12 
4, (2mg) ] **9*i:»»LTlmM *R»«t©W*fc Lfc, 

5) #U&ft£'»&ft0flia 

*Ufc<frS1&U\ 10%^fWH^^>F (DMSO) »«E^IH«L'ttfflUfco 
(fFtifi^fe) 

1) v>f ?xiJ-^--f\Z$Lmk&mm%LZ\tlZ>o 

2) v^^Dfa-ZICSOO^MATP [y- 3 2 P] ATPM^lDx.^ 4ti: 

4) vOnfa-7H^^a^-^- (3 Or) J'AtLT 1 5 53^,&F&£-£&o 

5) 4tC^L^ #v-f^Dfa-y[;2 5 0mMV«f (5^1) ZMz-X 
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6) #-7^f^Dfa-^f)5)£I$3 0 m 1 &aBRLfc& % (7»; hWP 8 1) 

is© [ y - 3 2 p] ATP*«^ato ft. t ©tttwtflstt 4 but do 
( i c 5 o 

IC 5 o XL-fit (IDBS) PTiBLfc, 

(K i^co#m) 

JBLTOttttafcfcfto-C, Ki#^#tBi-^»o Sttf06**K'£**t*ATP»JK«^ Km 
{J5/nju;j^-> yy-y (Mi chael is-Menten) 5eifc£^-t- 0 
K i = I C 5 o / (1+S/Km) 

x umm) 

mme&m at, 5 - 1 . -ft^ 5 - 2 . 5 - 3 . it&m 5 - 4 . 

5 - 5 „ Vc&m 5 - 6 , 5 - 7 > it&to 5 - 8 > 5-9. ft-fr* 5-10, 

vc&m 5-11, ik&m 5-12, ^k^ti 5-13. it^m 5-14, it&w 5-15, 
5-16, ik&m 5-17, it&m 5-18. ik&m 5-19. it^m 5-20, 
5-21, it&m 5-22. it&m 5-23. vc&m 5-24. w&m 5-25, 

it&W 5-26, tt&m 5-27, 5 - 2 8 £ X mt&® 5-29 «r«ffl LfcBfO 
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#120 04-2705 6 1 



tefr&s-i . 


Kifit(nM) 
12 
33 




14 
14 
211 




13 




A "J 

27 




27 


4b^&5-9 


45 


<b^5-10 


29 f 


<b^5-11 


17 


fl^35-12 


84 


4b^5-13 


38 


<b^5-14 


i 14 


^^35-15 


3.6 


<b^5-16 


31 


<fr£%B5— 17 


13 


fc^5-18 

<b^5-19 


26 
23 


fc^&5-20 

4bta%35— 21 


39 
6.9 


fl^«B5-22 


35 
45 


tis£&5-23 
<b-£$>5-24 


126 


<b^«J5-25 


^ 241 


fc^5-26 


4.4 
56 


4b^5-27 

<b^J5-28 


2.6 


<b^1Sl5-29 


11 



=pZ?Zo ±.U*>zbfrb, MM^Rh o^t-fe^W^f ^.t»W^ 
[0 2 3 2] 

(pHE i 0-7. 0) , «8E0. 3% <**ft**l) **=«*«. 1% 2 
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3) %Lmik&®mwL*mmb®o>Km-Mvtz mmmmmm.) » 

4) WK^^ffftj^iRO 2 R»n, 4B#Fig£«I:U f 6B#F^r 0. 4%»^v7 , yn^ 
(»#iJj:O f tlf) 
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